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WHAT IS CLAIMED IS: 

1. A compound of a formula (1), or a pharmacologically acceptable salt 
or prodrug thereof: 




wherein 

R 1 represents a hydrogen atom, a halogen atom, an alkyl group having 
from 1 to 6 carbon atoms or a hydroxyl group; 

R 2 represents a hydrogen atom or a halogen atom; 

R 3 represents a hydrogen atom, an unsubstituted alkyl group having 
from 1 to 6 carbon atoms, an alkyl group having from 1 to 6 carbon atoms 
substituted with a hydroxyl group, a carboxyalkyl group having from 2 to 7 
carbon atoms, an alkoxycarbonylalkyl group having from 3 to 13 carbon atoms, 
an alkylsulfonyl group having from 1 to 6 carbon atoms, an 
alkoxycarbonylalkylsulfonyl group having from 3 to 13 carbon atoms, a 
carboxyalkylsulfonyl group having from 2 to 7 carbon atoms or a 
carboxyalkylcarbonyl group having from 3 to 8 carbon atoms; 

R 4 and R 5 are the same or different and each of R 4 and R 5 represents a 
hydrogen atom, a halogen atom, an unsubstituted alkyl group having from 1 to 
6 carbon atoms, an alkyl group having from 1 to 6 carbon atoms substituted 
with a halogen atom, an alkoxy group having from 1 to 6 carbon atoms, a 
carboxyl group, an alkoxycarbonyl group having from 2 to 7 carbon atoms, a 
carbamoyl group, a monoalkylcarbamoyl group having from 2 to 7 carbon atoms 
or a dialkylcarbamoyl group having from 3 to 13 carbon atoms; 

R 6 represents a hydrogen atom, an unsubstituted alkyl group having 
from 1 to 6 carbon atoms, a cycloalkyl group having from 3 to 8 carbon atoms, 
an aralkyl group having from 7 to 16 carbon atoms, an alkyl group having from 
1 to 6 carbon atoms substituted with a heterocycle, a carboxyalkyl group having 
from 2 to 7 carbon atoms, an alkoxycarbonylalkyl group having from 3 to 13 
carbon atoms, an aliphatic acyl group having from 2 to 7 carbon atoms, an 
aromatic acyl group having from 7 to 1 1 carbon atoms, a carbamoyl group, an 
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alkylsulfonyl group having from 1 to 6 carbon atoms, an aryl group having from 

6 to 10 carbon atoms, a heterocycle, a formimidoyl group, a 1-iminoalkyl group 
having from 3 to 7 carbon atoms, an N-alkylformimidoyl group having from 2 to 

7 carbon atoms or an iminoarylmethyl group having from 7 to 1 1 carbon atoms; 

each of R 7 and R 8 represents a hydrogen atom or an alkyl group having 
from 1 to 6 carbon atoms; or 

R 6 and R 7 taken together or R 7 and R 8 taken together form an alkylene 
group having from 2 to 5 carbon atoms; and 

n represents 0, 1 or 2. 

2. The compound according to claim 1, wherein R 1 is a hydrogen atom 
or a hydroxyl group or a pharmacologically acceptable salt thereof. 

3. The compound according to claim 1, wherein R 2 is a hydrogen atom 
or a pharmacologically acceptable salt thereof. 

4. The compound according to claim 1, wherein R 3 is an 
alkoxycarbonylalkylsulfonyl group having from 3 to 13 carbon atoms or a 
carboxyalkylsulfonyl group having from 2 to 7 carbon atoms or a 
pharmacologically acceptable salt thereof. 

5. The compound according to claim 1, wherein R 3 is an 
ethoxycarbonylmethanesulfonyl group or a carboxymethanesulfonyl group or a 
pharmacologically acceptable salt thereof. 

6. The compound according to claim 1, wherein R 4 and R 5 are the same 
or different and each of R 4 and R 5 is a hydrogen atom, a halogen atom, an 
unsubstituted alkyl group having from 1 to 6 carbon atoms, an alkyl group 
having from 1 to 6 carbon atoms substituted with a halogen atom or a 
carbamoyl group or a pharmacologically acceptable salt thereof. 

7. The compound according to claim 1, wherein R 4 and R 5 are the same 
or different and each of R 4 and R 5 is a hydrogen atom, a chlorine atom, a methyl 
group, a trifluoromethyl group or a carbamoyl group or a pharmacologically 
acceptable salt thereof. 

8. The compound according to claim 1, wherein R 6 is an unsubstituted 
alkyl group having from 1 to 6 carbon atoms, a cycloalkyl group having from 3 
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to 8 carbon atoms, an aralkyl group having from 7 to 16 carbon atoms, an alkyl 
group having from 1 to 6 carbon atoms substituted with a heterocycle, an aryl 
group having from 6 to 10 carbon atoms, a heterocycle, a formimidoyl group, a 
1-iminoalkyl group having from 3 to 7 carbon atoms, an iminoarylmethyl group 
having from 7 to 1 1 carbon atoms, or an N-alkylformimidoyl group having from 
2 to 7 carbon atoms or a pharmacologically acceptable salt thereof. 

9. The compound according to claim 1, wherein R 6 is a methyl, ethyl or 
isopropyl group, a cyclopentyl group, a benzyl or phenethyl group, a 2- 
pyridylmethyl, 3-pyridylmethyl, 4-pyridylmethyl, 2-(2-pyridyl)ethyl, 2-(3- 
pyridyl)ethyl or 2-(4-pyridyl)ethyl group, a phenyl group, a 4,5-dihydro-3H- 
pyrrol-2-yl, 2,3,4,5-tetrahydropyridin-6-yl, 4,5-dihydrooxazol-2-yl, 5,6-dihydro- 
2H-[l,4]thiazin-3-yl or 4-pyridyl group, a formimidoyl group, a 1 -iminopropyl 
group, an iminophenylmethyl group or an N-ethylformimidoyl group or a 
pharmacologically acceptable salt thereof. 

10. The compound according to claim 1, wherein each of R 7 and R 8 is a 
hydrogen atom or an alkyl group having from 1 to 6 carbon atoms or a 
pharmacologically acceptable salt thereof. 

1 1 . The compound according to claim 1 , wherein R 6 and R 7 taken 
together or R 7 and R 8 taken together form am alkylene group having from 2 to 5 
carbon atoms or a pharmacologically acceptable salt thereof. 

12. The compound according to claim 1, wherein wherein R 6 and R 7 
taken together or R 7 and R 8 taken together form an ethylene or trimethylene 
group or a pharmacologically acceptable salt thereof. 

13. The compound according to claim 1, wherein n is 1, or a 
pharmacologically acceptable salt thereof. 

14. The compound according to claim 1 wherein said compound is 
ethyl N-[3-(3-amidinophenyl)-2-(E)-propenyl]-N-[3-chloro-4-[l-(4- 
pyridyl)piperidin-4-yloxy]phenyl]sulfamoylacetate dihydrochloride, 

or a pharmacologically acceptable salt or prodrug thereof. 



S:/ChemicaVSankyo/FP0222/FP0222s4 



P86230/FP-0222(PCT)/tsa-ig/English translation (Pt. 4)/I5.09.03 



284 



15. The compound according to claim 1, wherein the compound is 
ethyl N-[3-(3-amidinophenyl)-2-(E)-propenyl]-N-[3-chloro-4-(l- 
formimidoylpiperidin-4-yloxy)phenyl]sulfamoylacetate dihydrochloride 

or a pharmacologically acceptable salt or prodrug thereof. 

16. The compound according to claim 1, wherein the compound is 
ethyl N-[3-(3-amidinophenyl)-2-(E)-propenyl]-N-[3-chloro-4-[l-(l- 
iminopropyl)piperidin-4-yloxy]phenyl]sulfamoylacetate dihydrochloride or a 
pharmacologically acceptable salt or prodrug thereof. 

17. The compound according to claim 1, wherein the compound is 
ethyl N-[3-(3-amidinophenyl)-2-(E)-propenyl]-N-[3-chloro-4-[l-(4,5-dihydro-3H- 
pyrrol-2-yl)piperidin-4-yloxy]phenyl]sulfamoylacetate dihydrochloride or a 
pharmacologically acceptable salt or prodrug thereof. 

18. The compound according to claim 1, wherein the compound is 
ethyl N-[3-(3-amidinophenyl)-2-(E)-propenyl]-N-[4-[l-(4,5-dihydro-3H-pyrrol-2- 
yl)piperidin-4-yloxy]-3-methylphenyl]sulfamoylacetate dihydrochloride or a 
pharmacologically acceptable salt or prodrug thereof. 

19. The compound according to claim 1, wherein the compound is 
ethyl N-[3-(3-amidinophenyl)-2-(E)-propenyl]-N-[4-[l-(4,5-dihydro-3H-pyrrol-2- 
yl)piperidin-4-yloxy]-3-trifluoromethylphenyl]sulfamoylacetate dihydrochloride 
or a pharmacologically acceptable salt or prodrug thereof. 

20. The compound according to claim 1, wherein the compound is 
N-[3-(3-amidinophenyl)-2-(E)-propenyl]-N-[3-chloro-4-(l-isopropylpiperidin-4- 
yloxy)phenyl]sulfamoylacetic acid dihydrochloride or a pharmacologically 
acceptable salt or prodrug thereof. 

2 1 . The compound according to claim 1 , wherein the compound is 
N-[3-(3-amidinophenyl)-2-(E)-propenyl]-N-[3-chloro-4-[l-(4-pyridyl)piperidin-4- 
yloxy]phenyl]sulfamoylacetic acid dihydrochloride or a pharmacologically 
acceptable salt or prodrug thereof. 
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22. The compound according to claim 1, wherein the compound is 
N-[3-(3-amidinophenyl)-2-(E)-propenyl]-N-[3-chloro-4-(l-cyclopentylpiperidin-4~ 
yloxy)phenyl]sulfamoylacetic acid dihydrochloride or a pharmacologically 
acceptable salt or prodrug thereof. 

23. The compound according to claim 1, wherein the compound is 
N-[3-(3-amidinophenyl)-2-(E)-propenyl]-N-[3-chloro-4-(indolizin-7- 
yloxy)phenyl]sulfamoylacetic acid dihydrochloride or a pharmacologically 
acceptable salt or prodrug thereof. 

24. The compound according to claim 1, wherein the compound is 
N-[3-(3-amidinophenyl)-2-(E)-propenyl]-N-[3-chloro-4-(l-formimidoylpiperidin-4- 
yloxy)phenyl]sulfamoylacetic acid dihydrochloride or a pharmacologically 
acceptable salt or prodrug thereof. 

25. The compound according to claim 1, wherein the compound is 
N-[3-(3-amidinophenyl)-2-(E)-propenyl]-N-[3-chloro-4-[l-(l- 

iminopropyl)piperidin-4-yloxy]phenyl]sulfamoylacetic acid dihydrochloride or a 
pharmacologically acceptable salt or prodrug thereof. 

26. The compound according to claim 1, wherein the compound is 
N-[3-(3-amidinophenyl)-2-(E)-propenyl]-N-[3-chloro-4-[l-(4,5-dihydro-3H-pyTrol- 
2-yl)piperidin-4-yloxy]phenyl]sulfamoylacetic acid dihydrochloride or a 
pharmacologically acceptable salt or prodrug thereof. 

27. The compound according to claim 1, wherein the compound is 
N-[3-(3-amidinophenyl)-2-(E)-propenyl]-N-[4-[l-(4,5-dihydro-3H-pyrrol-2- 
yl)piperidin-4-yloxy]-3-methylphenyl]sulfamoylacetic acid dihydrochloride or a 
pharmacologically acceptable salt or prodrug thereof. 

28. The compound according to claim 1, wherein the compound is 
N«[3-(3-amidinophenyl)-2-(E)-propenyl]-N-[4-[l-(4,5-dihydro-3H-pyrrol-2- 
yl)piperidin-4-yloxy]phenyl]sulfamoylacetic acid dihydrochloride or a 
pharmacologically acceptable salt or prodrug thereof. 
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29. The compound according to claim 1, wherein the compound is 
N-[3-(3-amidinophenyl)-2-(E)-propenyl]-N-[4-(l-methylpiperidin-4-yloxy)-3- 
trifluoromethylphenyl]sulfamoylacetic acid dihydrochloride or a 
pharmacologically acceptable salt or prodrug thereof. 

30. The compound according to claim 1, wherein the compound is 
N-[3-(3-amidinophenyl)-2-(E)-propenyl]-N-[4-[l-(4,5-dihydro-3H-pyrrol-2- 
yl) piperidin- 4 -y loxy ] - 3 - trifluor ome thylphenyl] sulfamoylace tic acid 
dihydrochloride or a pharmacologically acceptable salt or prodrug thereof. 

31. The compound according to claim 1, wherein the compound is 
N-[3-(3-amidinophenyl)-2-(E)-propenyl]-N-[3-carbamoyl-4-[l-(4,5-dihydro-3H- 
pyrrol-2-yl)piperidin-4-yloxy]phenyl]sulfamoylacetic acid dihydrochloride or a 
pharmacologically acceptable salt or prodrug thereof. 

32. The compound according to claim 1, wherein the compound is 
N-[3-(3-amidinophenyl)-2-(E)-propenyl]-N-[3-chloro-4-[l-(4,5-dihydrooxazol-2- 
yl)piperidin-4-yloxy]phenyl]sulfamoylacetic acid dihydrochloride or a 
pharmacologically acceptable salt or prodrug thereof. 

33. The compound according to claim 1, wherein the compound is 
N-[3-(3-amidinophenyl)-2-(E)-propenyl]-N-[4-[l-(4,5-dihydrooxazol-2- 
yl)piperidin-4-yloxy]phenyl]sulfamoylacetic acid dihydrochloride or a 
pharmacologically acceptable salt or prodrug thereof. 

34. The compound according to claim 1, wherein the compound is 
N-[3-(3-amidinophenyl)-2-(E)-propenyl]-N-[3-chloro-4-[l-(N- 

ethylformimidoyl)piperidin-4-yloxy]phenyl]sulfamoylacetic acid dihydrochloride 
or a pharmacologically acceptable salt or prodrug thereof. 

35. A pharmaceutical composition for the prevention or treatment of a 
blood coagulation-related disesase, a cerebral embolus, a myocardial infarction, 
or a peripheral circulatory disease comprising an effective pharmaceutical 
amount of the compound according to any one of claims 1 to 34 or a 
pharmacologically acceptable salt thereof or a prodrug thereof, in combination 
with a pharmaceutically acceptable carrier. 



S:/Chemical/Sankyo/FP0222/FP0222s4 



P86230/FP-0222(PCT)/tsa-ig/Eng!ish translation (Pt. 4)715.09.03 



287 



36. A method for the prevention or treatment of a blood coagulation- 
related disease comprising administering to a warm blooded animal in need of 
such prevention or treatment a pharmacologically effective amount of a 
compound according to claim 1 or a pharmacologically acceptable salt thereof or 
a prodrug thereof. 

37. A method for the prevention or treatment of a cerebral embolus 
comprising administering to a warm blooded animal in need of such prevention 
or treatment a pharmacologically effective amount of a compound according to 
claim 1 or a pharmacologically acceptable salt thereof or a prodrug thereof. 

38. A method for the prevention or treatment of a myocardial infarction 
comprising administering to a warm blooded animal in need of such prevention 
or treatment a pharmacologically effective amount of a compound according to 
claim 1 or a pharmacologically acceptable salt thereof or a prodrug thereof. 

39. A method for the prevention or treatment of a peripheral circulatory 
disease comprising administering to a warm blooded animal in need of such 
prevention or treatment a pharmacologically effective amount of a compound 
according to claim 1 or a pharmacologically acceptable salt thereof or a prodrug 
thereof. 

40. A method for the prevention or treatment of a blood coagulation- 
related disease comprising administering to a human in need of such prevention 
or treatment a pharmacologically effective amount of a compound according to 
any one of claims 1 to 34 or a pharmacologically acceptable salt thereof or a 
prodrug thereof. 

41. A method for the prevention or treatment of a cerebral embolus 
comprising administering to a human in need of such prevention or treatment a 
pharmacologically effective amount of a compound according to any one of 
claims 1 to 34 or a pharmacologically acceptable salt thereof or a prodrug 
thereof. 

42. A method for the prevention or treatment of a myocardial infarction 
comprising administering to a human in need of such prevention or treatment a 
pharmacologically effective amount of a compound according to any one of 
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claims 1 to 34 or a pharmacologically acceptable salt thereof or a prodrug 
thereof. 

43. A method for the prevention or treatment of a peripheral circulatory 
disease comprising administering to a human in need of such prevention or 
treatment a pharmacologically effective amount of a compound according to any 
one of claims 1 to 34 or a pharmacologically acceptable salt thereof or a prodrug 
thereof. 
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